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1 . (Currently Amended) A compound represented by the structural formula (I): 



or pharmaceutically acceptable isomers, salts, solvates or esters of the compound of Formula (I), 
wherein in Formula (I) above: 

X, Y and Z can be the same or different and each is independently selected from the 
group consisting of -CH 2 -, -CH(alkyl)- and -C(alkyl)2-; 

Q 1 and Q 2 can be the same or different and each is independently selected from the group 
consisting of H, -G, -fGni-C™ alkylene)-G, -OR 6 , -OC(0)R 6 , -OC(0)OR 9 > 
-OC(0)NR 6 R 7 > ^d -L-M. 

Q 3 is 1 to 5 substituents independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, -G. -fCai-Cw alkylene)-G, -OR 6 . -(Oh-Cio alkylene)-OR 6 , -C(Om 6 > 
-(Cei-Cio alkylene)-C(0)R 6 , - CftnOR 6 * -(Cai-C,o alkylene)-C(0)OR 6 , -OCfOm*. 
-(Coi-Cia alkylene)-OC(0)R 6 , -OCK»OR ? > -(C« r C,o alkylene)-OC(0)OR 9 , -CH=CH-C(0)R 6 > 
-CH=CH-C(O)0R*. -C=C-C(0)OR 8 t -C=C-C(0)R 6 > _o-(Ci-Cio alkylene)-OR 6 , 
-0-(C r Cio alkylene)-C(0)R*. -O-(Ci-C| 0 alkylene)-C(0)OR 6 5 -CN, 

-O-(Ct-Ci 0 alkylene>C(0)NRV. -0-C(01NR < NR 7 C(O^OR g > -0-(C er Cio alkylene)- 
C(0)NR 6 NR'C(0)OR fi > -O-(C r C 10 alkvleneVC(Q¥arvn-N, -Q-f£,~G^ alkvlono^ CfOVarvn N 
N=^r, -OC(OHCi-Cio alkylene)-C(0)OR 6 , -CrOWR 6 R 7 . -(Q> r C,o alkylene)-C(0)NR 6 R 7 , 
-QC(QWrV. -(Qi-Cio aIkylene)-OC(0)NR 6 R 7 , -N0 2 , -NR 6 R 7 > -(Coi-C, 0 alkylene)-NR 6 R 7 , 
-O-(C2-Ci 0 alkylene)-NR 6 R 7 , -NR*C(0)R 7 , -NR*C(0)OR 9 , 
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-NR^OJNrV, -NR 6 S(0)o. 2 R 9 , -N(S(0)o. 2 R 9 )2, -CHNOR 6 , -C(0)NR 6 R 7 , 
-C(0)NR 6 NrV, -S(0)o- 2 NR 6 R 7 , -S(O) 0 . 2 R 9 , -0-C(OMCi-Cio alkylene)-C(0)NRV 5 
-OC(0)-(C,-Cio alkylene)-NR 6 C(0)0-(alkylaryl), -P(O)(OR l0 )i, 

-(C,-Cio alkylene)-OSi(alkyl) 3 , -CFs. "° CF 3> ^ alkoxyalkoxy, alkoxyalkoxyalkoxy, 
alkoxycarbonylalkoxy, alkoxyarylalkoxy, alkoxyiminoalkyl, alkyldioyl, allyloxy, aryl, arylalkyl, 
aryloxy, arylalkoxy, aroyl, aroyloxy, aroylaroyloxy, arylalkoxycarbonyl, benzoylbenzoyloxy, 
heteroaryl, heteroarylalkyl, heteroarylalkoxy, dioxolanyl, heterocyclyi, heterocyclylalkyl, 
heterocyclylcarbonyl, heterocyclylcarbonylalkoxy and -L-M; 

Q 4 is 1 to 5 substituents independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, -G. -fCw-Can alkylene)-G, -OR 6 . -(Q> r Ci 0 alkylene)-OR 6 , -C(Om 6 > 
-(Coi-Cio alkylene)-C(0)R 6 , - CfO)OR 6 > -(Cm-Cio alkylene)-C(0)OR 6 , -OC(O^R 6 . 
-(Cei-Cio alkylene)-OC(0)R 6 , -OCfOtoR 9 . -(C er Cio alkylene)-OC(0)OR 9 , -CH=CH-C(0)R 6 » 
-CH=CH-C(0)OR 6 » -0=0-0(0)0^ -C=C-C(0)R 6 i _o^Ci-C 10 alkylene)-OR 6 , 
-O-(Ci-C 10 alkylene)-C(0)R 6 > -0-(Ci-Cio alkylene)-C(0)OR 6 , -CN» 

-0-(Ci-Cio alkylene)-C(0)NR.V> -0-a01NR 6 NR 7 C«y>OR*> ~0-(Q r Cio alkylene)- 
C(0)NR 6 NR 7 C(0)OR 6 > -0-(C r Cir » alkvleneyCfOVarvlVNs -Q-fGx-Gu, alkvlone^ CfOVorvn N 
WT, -OC(OHCi-Cio alkylene^CCOjOR*, -CfOWR 6 R 7 . -(Q,i-C| 0 alkylene)-C(0)NR 6 R 7 , 
-OC«y>NR 6 R 7 . -(Q1-C10 alkylene)-OC(0)NR fi R 7 , -N0 2 , -NrV, -(C©i-Cio alkylene)-NR 6 R 7 , 
-0-(C 2 -Cio alkylene)-NR 6 R 7 , -NR 6 C(0)R ? , -NR 6 C(0)OR 9 , 
-NR*C(0)NRV 5 -NR 6 S(0)o- 2 R 9 } -N(S(0)o. 2 R 9 ) 2 , -CHNOR 6 , -C(0)NR 6 R 7 , 
-C(0)NR 6 NRV, -S(0)o- 2 NRV, -SCO^jR 9 , -O-C(O>(C,-C 10 alkylene)-C(0)NR 6 R 7 , 
-OC(0>(Ci-Cio alkylene)-NR 6 C(0)0-(alkylaryl), -P(0)(OR IO ) 2 , 

-(C1-C10 alkylene)-0Si(alkyl)3 , " CF 3> -OCF3, halo, alkoxyalkoxy, alkoxyalkoxyalkoxy, 
alkoxycarbonylalkoxy, alkoxyarylalkoxy, alkoxyiminoalkyl, alkyldioyl, allyloxy, aryl, arylalkyl, 
aryloxy, arylalkoxy, aroyl, aroyloxy, aroylaroyloxy, arylalkoxycarbonyl, benzoylbenzoyloxy, 
heteroaryl, heteroarylalkyl, heteroarylalkoxy, dioxolanyl, heterocyclyi, heterocyclylalkyl, 
heterocyclylcarbonyl, heterocyclylcarbonylalkoxy and -L-M; 
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Q 5 is 1 to 5 substituents independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, -G, -(Coi-Cao alkylene>G, -OR 6 , -(C©i-C, 0 alkyleneVOR 6 , -C(Q)r!» 
-(C91-C10 alkylene)-C(0)R 6 , -CIQ)Qr!> -(Cgi-Cio alkylene)-C(0)OR 6 , -OC(Q)^\ 
-(Qi-Cio alkylene)-OC(0)R 6 5 -OCfO)OR^ -(C or C 10 alkylene)-OC(0)OR 9 , -CH=CH-C(0)R 6 > 
-CH=CH-C(0)OR 6 5 -C^C-C(0)OR 6 s -C=C-C(0)R 5 > .0-(CrC,o alkylene)-OR 6 , 
-0-(Ci-Ci» alkylene)-C(0)R 6 » -O-(C,-Ci 0 alkylene)-C(0)OR 6 , -CN, 

-O-(Ci-C, 0 alkylene)~C(0)NRV> -O-CfOwWaCttOR^ -0-(C<„-Cio alkylene)- 
C(0)NR fi NR 7 C(0)OR 6 » -Q-fC r C^ alkvleneVCrOVarytt-Ni -Q-fGi-Gu, alkvlono^ C(OXarv»M 

-OC(0)-(C,-Cio alkylene)~C(0)OR 6 , -C(OWrV. -(C er Cio alkylene)-C(0)NR 6 R 7 , 
-OC(0\NrV. -(Cei-Cio alkylene)-OC(0)NR 6 R 7 , -NO2, -NR 6 R 7 » -(CerCio alkylene)-NRV, 
-0-<C2-Cio a!kylene)-NRV, -NR S C(0)R 7 , -NR 6 C(0)OR 9 , 
-NR 6 C(0)NRV, -NR 6 S(0)o. 2 R 9 , -N(S(O) 0 ^ 9 )2, -CHNOR 6 , -C(0)NRV, 
-CCO)NrW 6 R 7 , -S(0)o- 2 NrV, -S(OV 2 R 9 , -O-C(O>(CrC 10 alkylene)-C(0)NR 6 R 7 , 
-OC(O)-(C,-Ci 0 alkylene)-NR 6 C(0)0-(alkylaryl), -P(O)(OR 10 >2, 

-(C,-C,o alkylene)-OSi(alkyl) 3 , ' CF 3> -OCF 3 , halo, alkoxyalkoxy, alkoxyalkoxyalkoxy, 
alkoxycarbonylalkoxy, alkoxyarylalkoxy, alkoxyiminoalkyl. alkyldioyl, allyloxy, aryl, arylalkyl, 
aryloxy, arylalkoxy, aroyl, aroyloxy, aroylaroyloxy, arylalkoxycarbonyl, benzoylbenzoyloxy, 
heteroaryl, heteroarylalkyl, heteroarylalkoxy, dioxolanyl, heterocyclyl, heterocyclylalkyl, 
heterocyclylcarbonyl, heterocyclylcafbonylalkoxy and -L-M; 

wherein optionally one or more carbon atoms of the -{C^-Cjo alkylene)- radical of Q 1 , 
Q 2 , Q 3 , Q 4 and Q 5 is independently replaced by -O-, -C(O)-, -CH=CH-, -0=0-, -N(aJkyl)-, - 
N(alkylaryl)-or-NH-; 

G is selected from the group consisting of a sugar residue, disugar residue, trisugar 
residue, tetrasugar residue, sugar acid, amino sugar, amino acid residue, oligopeptide residue 
comprising 2 to 9 amino acids, trialkylammoniumalkyl radical and -S(0)r-OH, wherein 
optionally the sugar residue, disugar residue, trisugar residue, tetrasugar residue, sugar acid, 
amino sugar, amino acid residue or oligopeptide residue of G is substituted with -L-M; 
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L is selected from the group consisting of 

-4 

4— o-c(o>-(CH 2 ter-o — i i— o-c(OHCH2fe-N — I 

^ rt e-u /ru > n S ^-O-SiMe^CH^N £ 

■|— OSiMe^CHs^O 1 J | | 




|— (CH2te-C(0) 1 I o (CH 2 feo-{0)C 1 |-0-SiMMCH2)xTrC(0>- 

j— OSiMe2-(CH2)5orOC(0) ^ ^ — 0-SiMe2^CH2)*TrNHC<O) ^ 

^ (CHs^NHCtO) J j> — 0— (CH2teTrNHC(0) 1 I O (CH2fee-OC(0)- 



>— 0-C(0)-(CH 2 fe7-O.(O)C~| — O-C(O) (CH^NHCfO) 

* and ^ 



wherein Me is methyl; 

M is selected from the group of moieties consisting of 




AX 



(Ml), 
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CHa (M6), 



(W02S2991.1) 7 

PACE 8130 « RCVD AT 717/2006 2:15:29 PM [Eastern Daylight Time] * SVR:USPT<ttFXRM/5 ' ONIS:2738300 1 CSD): 1 DURATION (mnws):0M8 



JUL-07-2006 14=29 



P. 09 



Application No. 10/791,979 
Amendment dated July 7, 2006 
Attorney Docket No. CV06039US01 




8 (M10), 
pharmaceutical^ acceptable salts of the moieties (Ml) and (M3) to (M10) and tree acids of the 
moieties (Ml) and (M3) to (M10); 
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R 2 and R 3 can be the same or different and each is independently selected from the group 
consisting of hydrogen, alkyl and aryl; 

R 6 , R 7 and R* can be the same or different and each is independently selected from the 
group consisting of hydrogen, alkyl, aryl and arylalkyl; and 

each R 9 is independently alkyl, aryl or arylalkyl. 

each R 10 is independently H or alkyl; 

q is 0 or 1 ; 

risOor 1; 

m, n and p are independently selected from 0, 1, 2, 3 or 4; provided that at least one of q 
and r is 1, and the sum of m, n, p, q and r is 1, 2, 3, 4, 5 or 6; and provided that when p is 0 and r 
is l,the$umofm,qandnis 1,2, 3, 4 or 5; 

xl is 1 to 10; 

x2 is 1 to 10; 

x3 is 1 to 10; 

x4is 1 to 10; 

x5 is 1 to 10; 

x6 is 1 to 10; and 

x7 is 1 to 10; 

x8 is 1 to 10; 

x9isltol0; 

xlOis lto 10; 

xll is 1 to 10 

xl2is lto 10 

xl3 is 1 to 10 

xl4is 1 to 10 

xl5 is 1 to 10; and 

xl6is lto 10 

xl7 is 1 to 10; and 

xl8is 1 to 10 
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with the proviso that at least one of Q 1 , Q 2 , Q 3 , Q 4 and Q 5 is -L-M or the sugar residue, 
disugar residue, trisugar residue, tetrasugar residue, sugar acid, amino sugar, amino acid residue 
or oligopeptide residue of G is substituted with -L-M , and 

wherein each of the above alkvl. alkenvl. alkvnvL alkvlene. alkoxv alkoxv. alkoxvalkoxvalkoxv. 
alkoxvcarbonylalkoxv. alkoxvarvlalkoxv. alkoxvim inoalkvL alkvldiovL allyloxy, arvl arylalkyl 
arvloxv. arvlalkoxv. aroy l , arovloxv. arovlarovloxv> arvlalkoxvcarbonvL benzovlbenzoyloxy, 
heteroarvh heteroarylalkvL heteroarvlalkoxv. dioxolanvl. heterocvc lvl. heterocvcIvlalkvL 
heterocvclvlcarbonvL or heterocvclvlcarbonvlalkoxy groups, when present is independently 
substituted or unsubstituted. 

2. (Original) The compound according to claim 1, wherein m, n and r are each zero, 
q is 1, p is 2, and Z is -CH 2 -. 

3. (Original) The compound according to claim 1, wherein m, n and r are each zero, 
q is 1> p is 2, and Z is -CH 2 ~, Q 1 is -OR 6 , wherein R° is hydrogen and Q 5 is fluorine. 

2 3 

4. (Currently Amended) The compound according to claim 1, wherein R and R are 
each pr e f e rably hydrogen. 

5. (Original) The compound according to claim 1, wherein Q 1 and Q are each 

6 6 9 

independently selected from the group consisting of -OR » -0(CO)R 9 -0(CG)OR and 
-0(CO)NR 6 R ? . 

4 6 

6. (Original) The compound according to claim 1 , wherein Q is halo or -OR . 
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7. (Original) The compound according to claim 1, wherein Q ! is -OR 6 wherein R 6 is 

H. 

8. (Original) The compound according to claim 1, wherein Q\ Q 2 , Q 3 , Q 4 or Q 5 is 

9. (Cuirently Amended) The compound according to claim 1, wherein Q , Q , Q , 
Q 4 or Q 5 is -Gor - (Cm-Cm alkylene>G. 

10. (Withdrawn) The compound according to claim l> wherein G is selected from the 
group consisting of: 




wherein R* and R b can be the same or different and each is independently selected 

30 

from the group consisting of H, -OH, halo, -NH 2 , azido, alkoxyalkoxy or -W-R ; 

W is independently selected from the group consisting of -NH-C(O)-, -O-C(O)-, -O- 
C(0)-N(R 31 )-, -NH-C(0)-N(R 3 V and -0-C(S)-N(R 31 )-; 

R 2a and R 6a can be the same or different and each is independently selected from the 
group consisting of H, alkyl, acetyl, aryl and arylalkyl; 

R 3a , R*\ R 5a , R 7a , R 3b and R 4b can be the same or different and each is independently 
selected from the group consisting of H, alkyl, acetyl, arylalkyl, -C(0)alkyl and -C(0)aryl; 
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32 



R is independently selected from the group consisting of R -substituted T, R ■ 

32 32 32 

substituted-T-alkyl, R -substituted-alkenyl, R -substituted-alkyl, R -substituted-cycloalkyl and 

32 

R -substituted-cycloalkylalkyl; 



T is independently selected from the group consisting of phenyl, furyl, thienyl, pyrrolyl, 
oxazolyi, isoxazolyl, thiazolyl, isothiazolyl, benzothiazolyl, thiadiazolyl, pyrazolyl, imidazolyl 
and pyridyl; 

R 32 is 1 to 3 substituents which are each independently selected from the group consisting 
of H, halo, alkyl, -OH, phenoxy, -CF 3 , -N0 2 , alkoxy, methylenedioxy, oxo, alkylsulfanyl, 
alkylsulfinyl, alkylsulfonyl, -NCCH^, -C(0)-NHalkyl, -^-NCalkyl^, -C(0>alkyl, -C(0> 

32 31 

alkoxy and pyrrolidinylcarbonyl; or R is a covalent bond and R , the nitrogen to which it is 

32 • 

attached and R form a pyrrolidinyl, piperidinyl, N-methyl-piperazinyl, indolinyl or morpholinyl 
group, or a alkoxycarbonyl-substituted pyrrolidinyl, piperidinyl, N-methylpiperazinyl, indolinyl 
or morpholinyl group. 

1 1 . (Withdrawn) The compound according to claim 10, wherein G is selected from: 



R 31 is independently selected from the group consisting of H and alkyl; 
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OH OAc 
OH ft A 0 ^CH 2 OH ^ OAc A 0 J*CH 2 OAc 
^O^*CH 2 0H Ao^CH 2 OAc 



O F 



and OH ^q^CHzOH 

\y -^C^OH 

wherein Ac is acetyl and Ph is phenyl. 

12. (Currently Amended) The compound according to claim 1, wherein optionally 
one or more carbon atoms of the -(Cqi-Cjo alkylene)- radical of Q 1 , Q 2 , Q 3 , Q 4 and Q 5 is 
independently replaced by -O -. 



13. (Original) The compound according to claim 1, which is 




(II). 



14. (Currently Amended) A pharmaceutical composition for the treatment et 
provontion of atherosclerosis. hypercholes terolemia , sitosterolemi a q vascular condition, diabetes 
mellitus, obesity, stroke, lowering a concentration of a ^chole stero L phvtosterol or S^stanol in 
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plasma of a mammal, preventin g treating d emyelination or treating Alzheimer's disease and/or 
regulating levels of amyloid (3 peptides in a subject comprising a therapeutically effective 
amount of a compound of claim 1 in a pharmaceutically acceptable carrier. 

15. (Original) A pharmaceutical composition comprising a cholesterol-lowering 
effective amount of a compound of claim 1 in a pharmaceutically acceptable carrier. 

1 6. (Currently Amended) A method of treating atherosclerosis* hypercholesterolemia, 
sitosterolemi a or preventing a vascular condition, diabete s mellitus, obesity, stroke, lowering a 
concentration of a-cholestero l phvtosterol or 5a-stanoI in plasma of a mammal, pr e v e ntin g 
tteating_demyelination or treating Alzheimer's disease or regulating a level of an amyloid p 
peptide in a subject comprising the step of administering to a subject in need of such treatment 
an effective amount of a compound of claim 1 . 

1 7. (Original) A method of lowering cholesterol level in plasma of a mammal in need 
of such treatment comprising administering a pharmaceutically effective amount of the 
compound of claim 1 . 

1 8. (Currently Amended) A compound represented by the structural formula (IA): 




or pharmaceutically acceptable isomers, salts, solvates or esters of the compound of Formula 
(IA), 
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wherein in Formula (IA) above: 

X, Y and Z can be the same or different and each is independently selected from the 
group consisting of -CHj-, -CH(alkyl)- and -C(alkyl) 2 -; 

Q 1 and Q 2 can be the same or different and each is independently selected from the group 

consisting of H, ^-(Coi-Cjo alkylene)-G, -OR 6 , -OC(0)R 6 , -OC(0)OR 9 > 

-OCCONRV.^'L-M; 

Q 3 is I to 5 substituents independently selected from the group consisting of alkyl, 

alkenyl, alkynyl, -G, -(Coi-P™ alkylene)-G, -OR 6 , -(Co r Cio alkylene)-OR 6 , =C(0)R 6 > 
-(Coi-Co alkylene)-C(0)R 6 , -C£0)Or!> -(Coi-C, 0 alkylene)-C(0)OR 6 , -OC(Q)r1 
-(CorCo alkyleneJ-OCCOJR 6 , -OC«»OR 9 > -(<VC,o alkylene)-OC(0)OR 9 , -CH=CH-C(0)R 6 > 
-CH=CH-C(0)OR 6 > -C=C-C(0)OR 6 s -C=C-C(0)R 6 s ^. (Cl -C 10 alkylene)-OR 6 , 
-0-(C,-Cio alkylene)-C(0)R 6 . -O-(C,-C l0 alkylene)-C(0)OR 6 , -CN, 

-O-CC-Cio alkylene>C(0)NRV J -Q-CfOWR 6 NR 7 C(OK>R 6 > -OKCe r C 10 alkylene)- 
C(0)NR 6 NR 7 C(0)OR 6 > -O-fC.-C w, alkvleneVCfOYarvn-N, -Q-lGt-Gw alkylcnc) C(Q)(Qryl) N 
N=*F, -OC(0)-(CrCio alkylene)-C(0)OR 6 , -CfONR^R 7 , -(Qi-Cjo alkylene>C(0)NRY, 
-OCfCttNRV. -(Cgi-Cjo alkylene^OC^NRV, -N02, -NrV» -(Ce r C t o alkylene)-NR 6 R 7 , 
-O-(C 2 -C 10 alkylene)-NRY, -NR $ C(0)r\ -NR 6 C(0)OR 9 , 
-NR 6 C(0)NR 7 R 6 , -NR 6 S(0)o. 2 R 9 , -N(S(0)o- 2 R 9 ) 2 , -CHNOR 6 , -C(0)NrV, 
-C(0)NR 6 NR R 7 , -S(0)o-2NRV, -S(OV 2 R 9 , -O-C(OKCi-C l0 alkylene)-C(0)NR 6 R 7 , 
-OC(O)-(C,-C, 0 alkylene>NR 6 C(0)0-(alkylaryI), -P(O)(OR l0 )2, 

.(Ci-C,o alkylene)-OSi(alkyl) 3 , " CF 3> -OCF 3 , halo, alkoxyalkoxy, alkoxyalkoxyalkoxy, 
alkoxycarbonylalkoxy, alkoxyarylalkoxy, alkoxyiininoalkyl, alkyldioyl, allyloxy, aryl, arylalkyL 
aryloxy, arylalkoxy, aroyl, aroyloxy, aroylaroyloxy, arylalkoxycarbonyl, benzoylbenzoyloxy, 
heteroaryl, heteroarylalkyl, heteroarylalkoxy, dioxolanyt heterocyclyl, heterocyclylalkyl, 
heterocyclylcarbonyl, heterocyclylcarbonylalkoxy and -L-M; 

Q 4 is 1 to 5 substiments independently selected from the group consisting of alkyl, 

alkenyl alkynyl, -G. -(CorCao alkylene)-G, -OR 6 . -(Cordo alkyIene>OR 6 , -C(Q)R 6 > 
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-(Coi-Cio alkyIene>C(0)R 6 , -aC»OR 6 , -(Coi-C 10 alkylene)-C(0)OR 6 , -OC(0)k\ 
KCo,-Cio alkytene)-OC(0)R 6 , -OaCttOR 9 . -(Ce r C, 0 alkylene)-OC(0)OR 9 , -CH-CH-C(0)R 6 » 
-CH-CH-C(0)OR 6 » -0=0-0(0)01^ -0=0-0(0^. O KCi-C, 0 alkylene)W, 
-0-(Ci-C,o alkylene)-C(0)R 6 ? -O-(Ci-C l0 alkylene>C(0)OR 6 , -CN, 

-O-(C,-C l0 alkylene)-C(0)NRV> -O-rtOwWc«y>0R 6 > -O-CQu-Cjo alkylene> 
C(0)NRWc(0)OR $ . -Q-(C r ( > alkvleneVaOVarvn-N, -Q-^^^ralkjlono) C(0)(oryl) N 
N=N% -OC(OMC,-C, 0 alkylfineVCfQ^QR 6 . -C(O^NrV. -(CarCio alkylene)-C(0)NR 6 R 7 , 
-OacnNR 6 R 7 . -(C 9 ,-Cio alkylene)-OC(0)NR 6 R 7 , -N0 2 , -NrV> -(Q, r Cio alkyIene)-NR R , 
-O-(C 2 -C 10 alkylene)-NR 6 R 7 , -NR 6 C(0)R 7 , -NR 6 C(0)OR 9 , 
-NR 6 C(0)NrV, -NR 6 S(0)o. 2 R 9 , -N(S(0)o. 2 R 9 ) 2 , -CHNOR 6 , -C(0)NrV, 
-C(0)NrWr 7 , -S(0)o. 2 NRV, -S(O) 0 . 2 R 9 , -OC(OKCrC l0 alkylene>C(0)NRV, 
-OC(0)-(Ci-C,o alkylene)-NR 6 C(0)0-(alkylaryl), -P(0)(OR l \ 

-( Cl -C 10 alkylene)-0Si(alkyl)3 , -CF 3 , -OCF 3 , halo, alkoxyalkoxy, alkoxyalkoxyalkoxy, 
alkoxycarbonylalkoxy, alkoxyarylalkoxy, alkoxyiminoalkyl, alkyldioyl, allyloxy, aryl, arylalkyl, 
aryloxy, arylalkoxy, aroyl, aroyloxy, aroylaroyloxy, arylalkoxycarbonyl, benzoylbenzoyloxy, 
heteroaryl, heteroaiylalkyl, heteroarylalkoxy, dioxolanyl, heterocyclyl, heterocyclylalkyl, 
heterocyclylcarbonyl, heterocyclylcarbonylalkoxy and-L-M; 

Q 5 is 1 to 5 substituents independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, -0.-(Coi-C 3Q alkylene)-G, -OR*. -(C er C, 0 alkylene)-OR 6 , -C(Q)R*. 
KCoi-Cjo alkylene)-C(0)R 6 , -CfCftOR 6 * -(C^-do alkylene)-C(0)OR 6 , -OCfQR 6 , 
-(CorCio alkylene)-OC(0)R 6 , -0C(Q10R 9 > -(C 9r C 10 alkylene)-OC(0)OR 9 , -CH<:H-C(0)R 6 > 
-CH=CH-C(0)OR 6 . -C=C-C(O)0R 6 7 -C=CC(0)R 6 , ^.(C-Co alkylene)-OR 6 , 
-O-(C,-C 10 alkylene)-C(0) R6 ' -O<Ci-C i0 alkylene)-C(0)OR 6 , -CN, 

-0-(Ci-Cio alkylene)-C(0)NR 6 R 7 » -O-CfO^NR^R^OtOR 6 ^ -CHCerCjo alkylene)- 
C(0)NR 6 NR 7 C(O)0R 6 . -O-fCi-Cm alkvleneVCfO¥arvn-N, -Q-(Gx-G^ alkylono) C(0)(aryl) N 
N=*T, -OC(O)-(C,-C. 0 alkylene)-C(0)OR 6 , -aO^NRV. -{Qi-Cto alkjdene)-C(0)NRV, 
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-OC(CflNR 6 R 7 . -(Q>i-Cin alkylene>OC(0)NRV, -N0 2 , -NR*R 7 » -(Cdi-Cio alkylene)-NR 6 R 7 , 
-0-(C 2 -Cio alkylene)-NRY, -NR 6 C(0)R ? , -NR 6 C(0)OR 9 , 
-NR 6 C(0)NR 7 R 8 , -NR 6 S(0)o.2R 9 5 -N(S(0>uR 9 )2, -CHNOR 6 , -C(0)NR 6 R ? , 
-C(0)NR 6 NR 6 R 7 , -S(0)^NrV, -SCOo.^ 9 , -O-C(O)-(C,-C l0 alkylene)-C(0)NR 6 R T , 
-OC(0>(Ci-Cio alkylene>NR 6 C(0)0-(alkylaryl), -P(O)(OR 10 ) 2 , 

-(C-do alkylene>OSi(alkyl) 3 , "CFa, -OCF 3 , halo, alkoxyalkoxy, alkoxyalkoxyalkoxy, 
alkoxycarbonylalkoxy, alkoxyarylalkoxy, alkoxyiminoalkyl, alkyldioyl, allyloxy, aryl, arylalkyl, 
aryloxy, arylalkoxy, aroyl, aroyloxy, aroylaroyloxy, arylalkoxycarbonyl, benzoylbenzoyloxy, 
heteroaryl, heteroarylalkyl, heteroarylalkoxy, dioxolanyl, heterocyclyl, heterocyclylalkyl, 
heterocyclylcarbonyl, heterocyclykarbonylalkoxy and -L-M; 

wherein optionally one or more carbon atoms of the -(C91-C30 alkylene)- radical of Q 1 , 
Q 2 , Q 3 , Q 4 and Q 5 is independently replaced by -0-, -C(0)~, -CH=CH-, -C=C-, -N(alkyl)-, - 
N(alkylaryl)-or-NH-; 

G is selected from the group consisting of a sugar residue, disugar residue, trisugar 
residue, tetrasugar residue, sugar acid, amino sugar, amino acid residue, oligopeptide residue 
comprising 2 to 9 amino acids, trialkylammoniumalkyl radical and -S(0) 2 -OH, wherein 
optionally the sugar residue, disugar residue, trisugar residue, tetrasugar residue, sugar acid, 
amino sugar, amino acid residue or oligopeptide residue of G is substituted with -L-M; 

L is selected from the group consisting of 




z— o-c(0)-<cH2te§-(0)c — I 

i (CH 2 )*rC(0) 1 \ — 0 (CHafciB-^C ^ |-0-SiMe r (CH2terC(0) ^ 

» 9 

I — 0-SiMe 2 -iCH2terOC(0) — ^ ^ — o-siM^-iCHzteirNHcp) — I 

I (CHa)^4-NHC(0) 5 $ — 0 (CH^NHC^O) f f O (CH^OCfO) < 
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;— o-c(OHCH2tor<HO)c--| { — o-c(O) — (CHatorNHC^o; 




c e and ? 

wherein Me is methyl; 

M is selected from the group of moieties consisting of 
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(M19), 




(M21), 




(M20), 



o ! ch.(M23), 




(M22), 



(M24), 



(M25), 




(M26), 
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and phaimaceutically acceptable salts of moieties (Ml) to (M33); 
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R 2 and R 3 can be the same or different and each is independently selected from the group 
consisting of hydrogen, alkyl and aryl; 

R 6 , R 7 and R 8 can be the same or different and each is independently selected from the 
group consisting of hydrogen, alkyl, aryl and arylalkyl; and 

each R 9 is independently alkyl, aryl or arylalkyl. 

each R 10 is independently H or alkyl; 

qisOor 1; 

risOorl; 

m, n and p are independently selected from 0, 1, 2, 3 or 4; provided that at least one of q 
and r is 1, and the sum of m, n, p, q and r is 1 , 2, 3, 4, 5 or 6; and provided that when p is 0 and r 
is 1, the sum of m, q and n is 1, 2, 3, 4 or 5; 

x8isltol0; 

x9 is 1 to 10; 

xlOis lto 10; 

xl 1 is 1 to 10; 

xl2 is 1 to 10; 

xOisltolO; 

xl4is 1 to 10; 

xl5 is 1 to 10; and 

xl6is 1 to 10; 

xl7is 1 to 10; and 

xl8is 1 to 10; 

with the proviso that at least one of Q J , Q 2 , Q 3 , Q 4 and Q 5 is -L-M or the sugar residue, 
disugar residue, trisugar residue, tetrasugar residue, sugar acid, amino sugar, amino acid residue 
or oligopeptide residue of G is substituted with -L-M^and 

wherein each of the above alkvl. alkenyL alkvnvl. alkvlene, alkoxvalkoxv. alkoxvalkoxvalkoxv. 
alkoxvcarbonvlalkoxv. alkoxvarvlalkoxv. alkoxviminoalkvl. alkvldiovl. allvloxv. arvl. arvlalkvl. 
arvloxv. arvlalkoxv, arovl. arovloxv. aroylarovloxv. arvlalkoxvcarbonvl. benzo vlbenzovloxv. 
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hftteroar yl. heteroarvlalkvl. heteroarvlalkoxv, dioxolanvh heterocvclvL heterocyclylalkyl, 
heterocyclvlcarbonvL or heterocvclvlcarfaonvlalkoxv g roups, when present is independently 
substituted or unsubstituted 



19. (Original) The compound according to claim 18, wherein m, n and r are each 
zero, q is 1, p is 2, and Z is -CH 2 -. 

20. (Original) The compound according to claim 18, wherein m, n and r are each 
zero, q is I, p is 2, and Z is -CH 2 -, Q 1 is -OR 6 , wherein R 6 is hydrogen and Q 5 is fluorine, 



2 3 

21. (Currently Amended) The compound according to claim 18, wherein R and R 
are each preferably h ydrogen. 



1 2 

22. (Original) The compound according to claim 18, wherein Q and Q are each 
independently selected from the group consisting of -OR 6 > -0(CO)R 6 , 0(CO)OR 9 and 
-0(CO)NrV. 

4 6 

23. (Original) The compoimd according to claim 18, wherein Q is halo or -OR . 

24. (Original) The compound according to claim 18, wherein Q l is -OR 6 wherein R 6 

is H. 

25. (Original) The compound according to claim 1 8, wherein Q 1 , Q 2 , Q 3 , Q 4 or Q 5 is 

-L-M 

26. (Currently Amended) The compound according to claim 18, wherein Q 1 , Q 2 , Q 3 , 
Q 4 or Q 5 is -(Coi-Ctf alkylene)-G. 
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27. (Withdrawn) The compound according to claim 1 8, wherein G is selected from 
the group consisting of: 

R fe OL PR* R**a .OR** 

OR 3b 

VY 




and 



wherein R, R* and R b can be the same or different and each is independently selected 

30 

from the group consisting of H, -OH, halo, -NH 2 , azido, alkoxyalkoxy or ~W-R ; 

W is independently selected from the group consisting of -NH-C(0>, -O-C(O)-, -O- 
C(0)-N(R 3 V, -NH-C(0)»N(R 31 )- and -0-C(S>N(R 3 V; 

R and R can be the same or different and each is independently selected from the 
group consisting of H, aJkyl, acetyl, aryl and arylalkyl; 

R 3 *, R 4 *, R 5a , R ?a , R 3b and R* can be the same or different and each is independently 
selected from the group consisting of H, alkyl, acetyl, arylalkyl, ~C(0)alkyl and -C(0)aryl; 

R 30 is independently selected from the group consisting of R 32 -substituted T, R 32 - 
substituted-T-alkyl, R 32 -substituted-alkenyl, R 32 -substituted-alkyl, R 32 -substituted-cycloalkyl and 

32 

R -substituted-cycloaUcylalkyl; 

R 31 is independently selected from the group consisting of H and alkyl; 

T is independently selected from the group consisting of phenyl, fiiryl, thienyl, pyrrolyl, 
oxazolyl, isoxazolyl, thiazolyl, isothiazolyl, benzothiazolyl, thiadiazolyi, pyrazolyl, imidazolyl 
and pyridyl; 

32 

R is 1 to 3 substituents which are each independently selected from the group consisting 
of H, halo, alkyl, -OH, phenoxy, -CF 3 , -N0 2 , alkoxy, methylenedioxy, oxo, alkylsulfanyl, 
alkylsulfinyl, alkylsulfonyl, -N(CH 3 ) 2 , -C(0)-NHalkyl, -C(0)-N(alkyl) 2> -C(0)-alkyL ~C(0)- 
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32 31 

alkoxy and pyrrolidinylcarbonyl; or R is a covalent bond and R , the nitrogen to which it is 
attached and R 32 form a pyrrolidinyl, piperidinyl, N-methyl-piperaziiiyl, indolinyl or morpholinyl 
group, or a alkoxycarbonyl-substituted pyrrolidinyl, piperidinyl, N-methylpiperazinyl, indolinyl 
or morpholinyl group. 



28. (Withdrawn) The compound according to claim 27, wherein G is selected from: 

OH OH °y *PH J3H °*P X)Ac 

*^ P O — c y— c 

ilOAc 



OH QH ^ .OH q .OH <1>° 

^^.i|OH,-^0''IOH , -CHi-^/'lOH • 

°"*C02H "S^OH QH OH *C02CH 3 



PhCH^ f)CH 2 Ph PhCH^ yXHzPh O-P™* 



_T^..|OCH 2 Ph , -H.|<WI, r CH 2 -^MloCH 2 Ph , 
°<^u M °-C.^u.«. 3^ 



.OAc 8-?> 0H ^ .OCH 3 

_/~\i|OAc ,_<f~\.i|OH ( -CHz-^VHOH ^ 

x:h 2 oac co2CH 3 oh oh 



OH OAC 
HQfe l^OH AcQ*, T N \OAc 



W I l 

OH _A 0 >*CH 2 OH ^ O Ac vO >-0 > 'CH 2 OAc 

HO/, X, $P , AcO/ A X #> 

-^O^CH 2 OH Aq^CHzOAc 



O F„ 

OH 



and OH _A o^CHjOH 

HO,^° 



CH 2 OH 



{W0282991.1} 24 

PAGE 2«3fl * RCVD AT 7/7/2006 2:15:29 PM [Eastern Daylight Time] * SVR:USPT0€FXRF-1/5 * DN1S:27K300 * CSID: * DURATI0H (mm«s):07-18 



JUL-07-2006 14=31 



P. 26 



Application No. 10/791,979 
Amendment dated July 7, 2006 
Attorney Docket No. CV06039US01 

wherein Ac is acetyl and Ph is phenyl 

29. (Original) The compound according to claim 1 8, wherein optionally one ot more 
carbon atoms of the -(Q1-C30 alkylene)- radical of Q\ Q 2 , Q 3 , Q 4 and Q 5 is independently 
replaced by -O 

30. (Currently Amended) A pharmaceutical composition for the treatment er 
prevention of atherosclerosis, hypercholesterolemia, sitosterolemia a vascular condition , diabetes 
mellitus, obesity, stroke, lowering a concentration of e-cholesterol, phytosterol or Sctstanol in 
plasma of a mammal, prev enting treating demyelination or treating Alzheimer's disease and/or 
regulating levels of amyloid (3 peptides in a subject comprising a therapeutically effective 
amount of a compound of claim 1 8 in a pharmaceutical^ acceptable carrier. 

31. (Original) A pharmaceutical composition comprising a cholesterol-lowering 
effective amount of a compound of claim 1 8 in a pharmaceutical^ acceptable carrier. 

32. (Currently Amended) A method of treating atherosclero sis, hypercholesterolemia, 
sitosterolemi a or preventing a vascular condition, diabetes mellitus, obesity, stroke, lowering a 
concentration of ar -chole sterol . phvtosterol or 5a-$tanol in plasma of a mammal, p a t enting 
fieating_demyelmation 0 r treating Alzheimer's disease or regulating a level of an amyloid P 
peptide in a subject comprising the step of administering to a subject in need of such treatment 
an effective amount of a compound of claim 18. 

33. (Original) A method of lowering cholesterol level in plasma of a mammal in need 
of such treatment comprising administering a pharmaceutical^ effective amount of the 
compound of claim 18. 
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